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tiliiE#2 004-3074586 
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^-i^: l/E 




A : ttr^v^w^o 

RMjS: (I I) -C^^ttsag. X^i««l$^^■Cv^T^ J:v>mt»t7^ /'o 
.N— (II) 

R*^ :h. S^$itTv>Ti J:v»ffi:a7;v^;u. XJifi^^tLTv^r t i v^v^ nT;v^;w 
•rCiiKo ] 

A7&M"^v:^-e*>i5, (I I) T'^$it<2>^T'ab>), R^^75«H^L< {4^f-;v-C*i9 

, R^ 2 *«-0-<g:iBiT ;v ^ ;v Tfi^ $ ttT r i J: v>®«R r ;v 4r L < ^ n t ;v ^ ;v t? 

R2*«4-i5'nn-^:t7 3L>-2--f;uT'**, lll:^::^ 1 IB«t<^'fb'^J^o 
Ift^:^ 3 ] 



mm!f^2 004- 3.0 74586 
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1/ 



[0 0 0 u 
10 0 0 2] 

(r>m^. ^UBUkM^^fH (Graft Versus Host Disease : GVHD) ^(DmM.^ii'^^^o i 



-e-Oi^^rt^i, E^J^^M^O^-fb^cHC-^-fSi^^rH^T-^Os c-MplU Kt? 

aS:LTJfiL/h«]g^=S:'B6jii-SCi:7&*^-&$tL3t (Kaushansky K. et. al.. Nature, 369, 
568-571. 1994 : fmWe:Scm.l) o TP0lti"CI,ZiSa.4>'m.m^Mt LXVS,m^mi!)mt>fiXis 
^0. ^hX<Dmm^t^M^^mm^fi<:>^^^o LtJ-L^ TPO(^-a-C*;SPEG-rHuMGDF 

{TPOmM^^^ h 163# g O T 5 y U V U 3 - JWT-^lili $ ^> O) OBI 

flci^^lC:fev>r. ^n^^-a^mn^fifz (Li J. et. al.. Blood, 98. 3241-3248. 2001 

:1I^^WXWi2. 25.0^asser R. L. et. al.. Blood, 99, 2599-2602, 2002 : #^iRFft=:A:St 
3) fzib. TPOO^Mtt56*Mil:$tLrv>So tfz. TP0{4®SKt:-*-S Tt*. mi\:mnx 

umt Lfz, ifejSEmtt**^!?^: < mn^^sitn^^^^^y^ mc-upi v ^y^' Koiai& 



(#li=*m2) . ':^Ty>?-7^'^>'SIS'«!: {(^WfXms) , trnn5&;WN*V- 



H^^glWO 01/07423-f- (#f1=:fc®J7) irti. Tlfi-^^ (VII) xm^fi^ 



(0 0 0 31 



[0 0 0 4] 



10 0 0 5] 



[its] 




(VII) 
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2/ 



t/c. ilBR^IWWO 01/53267-t (^W^AflftS) tC(4, TIB-jft^ (VIII) 
X—Y— Z-W^ (VIII) 



ti-z. HB^-g^rjiWO 02/62775/-^ (£1*1^:5:^9) IC{4, TIB-^^ (IX) T^m^ti^it 



;v # ;i/ -e S ^ $ T V » ^ b o V > T { 4 m $ T V > ^: V > o 
[0 0 0 8] 

tfz. ±IB#i1^:fcM7~9<^'ftfelC, 2-T^/;i'T5 >'f-TV*-;Hb'&t»{4. #f)=3199451 
(«if ll'ifcm 1 0 ) hdr-^-;5.t>':^;?« h V >^##3t6Tl^Ji: LT. ^;&v^{4Ch 

emical and Pharmaceutical Bulletin, 25. 9, 2292-2299,1977 (^^ll^licM 4 ) tifiti^ 

v^T {4ik < MtL ttr ^: v»o 

[0 0 0 9] 
[#li=*lDt 1 ] #i^¥ll-152276-f-&^ 
[#1^^:5:^21 iII^<2r|§^99/11262-t^N'>7^^y h 

[#11=:*:^ 3 ] ii^<&^^oo/35446-^^N° y-yv-jy 

V^^SCM. 4 1 ill^-2jFji^98/09967-^^N° y^X^y}- 

Ji*li¥10-212289-f-&^ 
1^1^=:*:^ 6] !ifii2000-44562<&^ 



[0 0 0 6] 



[0 0 0 7] 



[<k5] 
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: 3/ 



[Jl^lf^ltt 7 1 ®l»4!HW»01/07423-9-/<>' 7 P y h 
i'WVfXm. 8 1 SISR^If W!^S01/53267-i!->'"« >- 7 P h 
9 1 iIKS4:rM»02/62775/-t/1 > 7 Ix b 

[J)*M=:i:i»: 1 ol JRFm=»3i9945i-t&« 

1 1 ^-'f-?^^- (Nature) . 1994^^. »369-^> p. 568-571 
[$mViFXfSt.2] -r^y K (Blood) , 2001^, »98Si&, p. 3241-3248 

umnxms] -/^y k (bioocD ^ 2002^. »99^> p.2599-2602 

l0^t^XM4] ^\ii)V ' ryy • yr—^'i/a.-T-^ ij)V • fU'f-y (Chemical 
and Pharmaceutical Bulletin) ^ 1977¥> li^25^^ IS9-^n p. 2292-2299 

ID 0 1 0] 
[0011] 




a: ®aT;v^w>'o 

:^ (I I) -e^^ix^^, XJiSlft$*tTv>-c<> iv^ai^tT^yo 

.N— (II) 

R^^ :h^ g^^tLTv^Ti J:v>®j|i7;w4;w, X{4e^$^xTv^T^> iv>->^ nT;i'^;i' 
^-^V^!: L-C^F^SLTi iv^o i/c^ A;5«^ ^ U > Sr^-rm-^. R^MiAt^^^^x^ 

■rn?to ] 

[0 0 12] 

^ (I) X-7r^^Mit^m\i:i^\ii>ktVX. Ut\.<\t:^^\y>^ a^f-W^-T? 
tfz. ^ (I) ■e^$tu;|>'fk'^ifell:fett^R^ t LT. $f*L<{4^ (I I) Xm-^M 

miiE#2 004-3074586 



#0 2003-275718 



[0 0 13] 

«l*{C»*t<J4. 6&75*. -0-R^ -NH-RZ, «m$tLTv^T«> 

, 4fi:*«-0-R^ -NH-R^ fiife$ttTV>T«> J:v>fcf^U v^^-l-^f ;i/3tUfgm$tL-CV>Ti 

ici-e, TR^J tit. -OH. -0-MT;i'^;i' (cioig:«iT;i'^;v{i-0H. -0-ig:«iT;v^ 
;w:RO«*T5y*»ib^;s,ffi^J:JjiS«^$tL<2> ioW±o||-ca«i$nTv^-ci iv^) . -0-C(= 

0) -'|g:»TA'^;W, -CO2H. -C02-i&m7)l^^)\^, l^Xit2'0<Di&iS!L7 )U^}V':^m.^^fi 
T v» t: ^) J: v> * ^v^'^^ y( jUjSiZy 1 oxii 2 oote/RT ^i/TSlft $ tir T J: v» T 5 

[0 0 14] 
[0 0 15] 

1) -e^^tts^-c^f), R^^*«H^L< {4^^;ux-*«9. R^2 3&«-0-1g:aT;v'^;v-es«|$ 
v*T ^> J: v*fi:«t T L < n r /i/T* . r2 7&«4-:^ n n :t 7 x ^--2 

[0 0 16] 

^ ;vT-fij^ $ tLT v> 2-T T 5 y f - 7 V- ;wflS#T-ab ^ ,^ i^'fb^lt jt±oJ^m «• 
[0 0 17] 

ffiiE#2 0 0 4 -3 0 7 4 5 8 6 



003-275718 



^-'J: 5/ 



[0 018] 

yntf;K r^^w, ^fvyf-;!., sec-T'f-;!', tert-rf-;i'. ^> 

naar^i'^p^'J tti, Ci-6T;i'+;uo2flii3fe'C*i?. »t t < J4Ci-4T;i'4r u>o 
if-wj^, hU^f-P>, ^1.9^^^;^^ ':?^-f-;i/^f-^ 

[0 0 19] 
[0 0 2 01 

TV-i-y^ T^ijy. yd^'^Vy^ *^tf^7y>. v 
l^ffi»^^tf S C i: ;&*-e § ^ o 

tr^:^. ^^^^y^ r^^vy. \£u^)'jy, tf^Uv^, T-^f/N->. tr^9':;>, * 

■^:*-^;W*U >'01flfi^4-^lf^C:i:75«-e§-2)o 

fz^<r>m^^^.%L. ^^mz\tn^^t\d')vy. tr^yv, ev5>^>, tf';jj^':^>' 

. tfn-;K ■^7V'-;V. y^y<Dimmi 

r^Nnr>^j tL-Cfi. 7;V':j-a, ^^nn, "7'n^:Rt;f3- K^^^tf (j,tL, fiFtL<{4 
[0 0 2 1] 

[0 0 2 2] 

tt;5.®m^i: tT{4. }fXT(0 (a) ;i»M (h) tc^^tt^^^&^Wba^o 

(a) ^^uyy ; 

(b) -OH, -0-R^ -O-TU-;!/, -OCO-R^ :t^V (=0) ; 

(c) -SH, -S-R^ -S-T«;-;v> -SO-R^ -S0-7';-;i-, -S02-R^ -S02-7y--n/, 1 

tBiE#2 0 0 4-3 0 7 4 5 8 6 
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^-y : 6/ 



(d) loX(12o<7>R2-cflHft$tt-CV>Tfe J:v»T^ y> -NHCO-R^ -NHCO-T U -N 
HC02-R^ -NHC0NH2X -NHSOz-R^ -NHSO2-T -;V', -NHS02NH2^ - ho ; 

(e) -CHO> -CO-R^ -CO2H, -C02-R^ 1 o^Ji 2 ooR^TttJft^nfv^T J: 

(f) -OH, -0-ia«T;i/#;i/, loX{*2oo^g;|RT;w4rA'-c«Jft$itTv>-c<> J:v*T5 

(g) -OH. -0-'l5:«lT;i/^;i', 1 oXJi 2 ooig:jjaT;i'^;i/-ClHfe$nTv>r 4 «K v»t 5 

(h) ±iB (a) Ib^ (g) »9j8«?$tL* loJei±<OlfeTfB«l$tLT 
[0 0 2 3] 

iTt, R^*<^ r««i$*LTv»-c<> J:v>®j|RTA^#;i/J rs«i$H-cv>T*> J:v>®jB!iT;i/ 
MT;i'4r;H icijv*-cai^^$ii*g|fe3fei: t-Cii, ±fa (a) ;5M (g) ic^$tL-63fe 

$tLTv»Ti iv^T^y. ^ (I I I) ■C^$n^2ISr^ir-5.c:i:7&«t?§;&o ClC-C, i 
oa^^*« 2 o or2 -cfim $ tt T ^ y-c -?-o2ooRZi4iii— o<><^-e*o-c 

—X— Y— Z (III) 

X : -OHs -0-®«lT ;w ^ ^ V e> 4 s J: 13 Slfi $ 1 om±<oafe-cg|fe $ *l 

g^fe^W:R^ -CO2H, -C02-R^ 3ir;flo^L<f4 2oOR2 7?g|j|$tLTV>T^>J:v>3& 
[0 0 2 4] 

'^^'f^^-^T^-to ^^m^\tmx.\t7'^^w, en';v>>, tr^uv^^', T-^^^^•>^ 

r^/fjy^ T'/i-y^ r-^ij^. \£^yVy^ f^^i-^;^* 
v >'02flfi»=s-wsit*«-e§So 

[0 0 2 5] 

^irnxmrn l -/-dt^!^ i> iz^^ ^ti^o 

[0 0 2 6] 

mm^2 004-3074586 
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7/ 



*-&0^«|Jfiafe> ^f-A'T^^, Jiif-;i/T5>^ J=.^'/-;WT^ US^V, 

y yVi:M^ir;h^tLXii, Prog. Med. 5:2157-2161(1985)tC|aJ|»$tL'CV*;S|fe^, K 



^ y'^*fc*«r^lf*C:i:;{i*-C§. ^fih(D^mm}iLXim^iiyV'-y (Greene) S.O' 
(Wuts) fProtective Groups in Organic Synthesis (third edition)] IcfB 

[0 0 2 8] 

im 1 mm) 

lit 9} 



^I'^^W X«tllfe$ttTv>T<> J:v»'>^D7;i'^;i^s ^'Sv^tiS^^tLTv^-C^) iv^^;!^ 

summit. ^ (I) ■e^^tL^^^HJ'fb'^tlO^*,, A^i^^^V'VT?^^), R^i:R2*« 

[0 0 2 9] 

(XgA) 



[0 0 2 7] 



R 




>3A 
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^--j: 8/ 



^xwt, it^m (lb) y.it-^<DKm^i^mi^t. it^m da) xit^o^ti. nm 

:t^'>ia'fkV:^=Srtr'J«;;>'i§iiEti:.t?<^ffl$^i;^^^ l-t Kni|r'>^>' U r V-;!/ ( 
HOBt) #^ETx l-J^f-;W-3-(3-':^^ f-^WT 5 y l^;l/) :!!; ^ KifiBftJfi (WSC • HC 

* 'J ;i/ T h% y ;^ * ij -> 7 - vmom^m ii^m ^-tiismfimmizm v> ?> 

RlSJi-ffiffi-t* Rj&ttlS^^^iBS'^^lij^lc J: o T lb ^4 * jilir 5^ iJ' n n ^ ^ > , y 

g|®iJ^^;w (EtOAc) ; T-t h >; N,N-y> A T $ K (D 

MF) ^'y-p«^;v;^;i/*:^r-> K (DMSO) ^(OKmi,z:^m\Si^j:^m^m'^. J^*nT. ?^ip;!;M 

(X@B) 

3tcXg«, 'fk'^J^ (le) ^fflv^Tt-^^^y b (Mannich) Sf&«:fflv>T. 'fb-^Jfe; (Ic) 

o Albertson, N. F. ; J Am Chem Soc 1948, 70. 669. Bhargava, P. N. ; Sharma, S. 
C: Bull Chem Soc Jpn 1965, 38, 909. izfiim^fitzism. ^^^^it^i^^zmCi^:^mi 

[0 0 3 01 

2|s:x®{i. ^t'tm (Ic) Of-TV-;i/5<4tw7-b h4r->-X^;vafe*SXLr'fk^!^ (Id 
) tLfz^k. m^^^WT. it^m (le) izX:h^m^mKJ!^^imx:$i§tmt'k^ (I) 
=SrSliit1--i>X^-C**o 

xaC07-feh^->^f^;Hb{i> 'fb'^t) (Ic) KML. Wpm^mT. *;i'A7;i'T'li K 

j:m.D<D^mwL^K}Z^it. it^m (id) khl. ^^^r>"^k^'^k7lc^0. ^mm^^tyi^. 
mm. j^-yji^m. ^:^7'}^m. r^th^hv ji^. dmf. Dmo^<DKBizyfm^^j:^^m 

m (le) Srf^ffi^-^ir^CltlcJ: I9^T^ C:t:&*T«§ao =5:^> W.J^^^tm^'t^tzmz^ V 
XT. 'fb'^^ (le) ^rjiJNicfflv^T^ iv^o -RlS{4ffiv>.&J^^tc J: oT^^r-S**. ^^7b 
[0 0 3 11 



tbSE#2 004-3074586 



4*112 0 0 3-2 7 5 7 1 8 ^-i^ : 9/ 



litl 01 




o ) 

[0 0 3 2] 

(X@A) 

^t^m (2a) t-fk-g-t; (2b) if^^^^. ^t^m (2c) ^SStifr^X^g-f ab 
So HAND. E. S. : JOHNSON, S. C. ; BAKER, D. C. ; J Org Chem 1997, 62 (5). 1348-135 

(XgB) 

:^xmt. ^t^m (2c) <D^h><Da^i:^^vyyjtLtzik. ^t^m^i^m^-tx^ 

7V-;i'^=Srfl|^i-^X®-C*^o Org. Syn. Coll. Vol. II, 1943, 31-32.. %m^^ 

^tti992^Tij mAmmmt^mmi 9j 431-435^- 'ji,zum.^tifz:^m. ^-sv^u-?- 
(xac) 

f-U^^^-^tcSeJfe-rsX^-e^^o :^ll*^^^ttl992;^TiJ rfS4mil®^>fb^S|M2 6 J 22 
(X^D) 

«^»4. ^t^m (lb) -fb-^t? (2e) t^r^ HkL. ^jscH^g-fk-^i^ (i) ^$4^^ 
i-^x^-eafe^o ISi$5ifeXSAiriii:.'rtT-5ii:*«T-§;s.o 
[0 0 3 3] 
(^3$ii^) 
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2003-275718 



^-i^: 10/ 



litl 11 

(CH,0)^ 

u R«-NK (3a) ^ _ 

" O 

(lc) ( 1 ) 

tejgiltcj: A**-?«^w;'-e*i9. R*7&<^ (II) •c^$^^*3fe•c*-&J|&'^■c*;5o 
[0 0 3 4] 
(XSA) 

2|cXS(i, it^!^ (lc) ^rfflV^/^v^--;; li;KlS*fflV>t:, 'fb'^t? (lc) O^TV-;!^ 

10 0 3 51 

(Sl4$!i^) 
[^bl 21 




tLx:^^ir^(Dlt. ±f&^miZX*), A*«j>t f^PVt?* i) > R***^ (I I) X'^^iv^h 
&x^:hm^x^^o 
[0 0 3 61 
(XigA) 

^Icx^fi, Van Tamelin, E. E. ; Knapp, G. C. ; J. Am. Chem. Soc, 77, 1860 ,1955. 
[0 0 3 71 

i^^mLxik(oj:mzmtt>:h:iti!)*x^^o ■t(o^m-^^ti.xii. m?ntmmmiz^ 



miEi|^2 004-3074586 
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[0 0 3 8] 

ID 0 3 9] 

( i ) hc-mpl-Ba/F3^1l&iiJilS*®J 

96'i'x;l/v^ ^'DT'W- htc, 2X10^ cells/mlOU hc-mpl-Ba/F3m«r. ^aiffiO=& 
l^'fb'^!^iS:j;gJ!jPL3tlO%4^1lfe;BJfllft^*RPMI16401&% (100/^ IZ-J? tCT37 "C-CitSE 
tTto l«?«M*&24I^IB^HWST-l/l-methoxy PMS (BJimm^ y V, miz) O10yt/l/>^i 
Jl^=Sr» L/>:o i^J!}Pii:^Rr^2B#M^HA450/A650<^iRjfcR4-v^ ^ n -/p- j» i; _ ^_ ( 
Model 3350: Bio-Rad) tCT«!l5cL. 2^|HI"CO%jfca[<oiiin*#%fe®fe'fb'&%OieJi®1±i: 

^7 5. mmn s 5 ^ mmm 9 ? > :Rof^ife^ 133 (oit^m^r-^tf. v> < o;&»o3|s:i&gg 

±SBOfe:^ J; i!) , ^ftmi\:^m*^y^ y c-Mpl L/cBa/F3j!ffll|&i|S5gf^ffl Cl *« 

[0 0 4 0] 

(i i) E'K^3n--?^^iEiifif|gi|ij^|it®^ 

t hCD34*m«:MegaCult^"-C (StemCell Technologiestt) 'S-fflv»T2 well chamber^ 
9^ KtC T^fe^t^S^^T-eiO-UBM^ 37 VO^mL/Zo mi^<Dm.m^l,z'^-oX ^ flJi7X 
^ B^L^^^ iSlglycoprotein Ilb/IIIaiS^lCT^'fe L^Co tL/^E^^#lflil&03ia 

^ -e-<^^m> ^?tmit^miim*ifz^m^=iu=.^j^miS:Mi^mimi-^cti!)mu^ti 

[0 0 4 1] 

( i i i ) -^-izXiigPig-^liSi®^ 

4imcRv'>;^tc, o.5%^i')V'^)vu--7.:^mmizxmm^L<i±mm^'tfz^m^t^ 

3 mgAgiSr^P^^Lyio i£-^2NFMmiw. mUT^^fSkX ^i/iom.s%^ j^>mi- 
h V ASrfit'^S^Jt LT^JlilL/co 12,000 rpm'C3^M3t'C^^^5t fC#ibtt^Jlllil4r56 
'CT'30^P^ijniaL/c^)CO«r (i) iBIX<^ t hc-mpl-Ba/F3mJi5ai^g^<^mJ3:©|«.8SlJt0.1 

^im%tLfzt^<D^itm<Dmjiki^mfs^ (%) ^-^tbtzo -e-<^j^*s:^i ic^i-o 

[0 0 4 2] 
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Wm 2 0 0 3-2 7 5 7 1 8 ^-i^ : 12/ 



bh c-mpl-Ba/F3 HBIteiiajgtt 









39% 




37% 




24% 




27% 




44% 



(EtoH) ^-^tfo z<DB.^^it:^m\^^j:^mimmzMmM. mmmoxo^jin^ 
umm. m.mfL ^^m. laE^j^r-g-wt-cv^T^ j;v^o 

iOJ:a*mfiS;t>ti. $<btcTO^J. Mfl^J, ?L<b^PJ. :9'tJc5^J> ^^^J. ^mnmMm<D 

mmn^^(Dm^. IBcoig-^fifi. #m*/v:J9^it0.0001~50 mg/kg. »t L < {±*fjO 
.001-10 mg/kg**ji^t?, $?>tc»t t< tiO.Ol-l ing/kg7&«ie^-e*»). C:tu«-lll|-e* 

.0001-1 mgAg^ L< tia^^JO. 0001-0.1 mgAg;6*it^ t:\ lamTbmmWmK^ifX 
[0 0 4 3] 
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^- : 13/ 



[0 0 4 4] 

1 

*) Srimx., 60K-C2^ra, M'C4BHI«t^*L;to ««E4'l?*L^<^*>j:.~r;Ps EtOAc 
itlS: iffiflX t ^ 4- [4- ( h ^ ^ ;K - ;w) tf ^ »; y > -1- 'f A/] -3. 5- 7 ;f n 
[0 0 4 5] 

3-i^nn-5-7;i':4-n-4-t: Kn:^'>^.i,§Bg )V(D\m'(^mzmM.iJ ^ 

, 3-(tert-:/f^;i'y>f^;Wv'J;i/:j-^'»-/ne;V7*n5 K'£-j!lPx.50 r•ca^$L^ 4-[3-( 
ter t- rf - ;v y ^ f - ;i/ ;i/ # 5/ ) •/ n ;jf ^ >/] -3- n n -5- 7 ;i' o ^.i,#B6 f - 

[0 0 4 6] 

[0 0 4 7] 

##-^0 6 

##'Pfl5 0'fk'^%01,2-y^nna:^^>^§f8[tcy-tert-r-f-;wy3&-^^- 4-S^^ 

[0 0 4 8] 

##^^ 7 

[2-:?'nn-6-7;V:tn-4-(^ h #'>*;i^5K-;W ^x-iW] ^^7^ ^-l-S&JV'^K^gE tert 
[0 0 4 9] 

^m\2(r>it^m(r>^9 J -)\/ (MeOH) -THFrl-^MtciM NaOHTK^I^ (aq) Sr^Dx., 
^ai-T16B#P^^t#L^ 4-C3-(tert-y^;i'v^^f-;i/v"; yn.-Ki|r->]-3-:^ n n 

-5-7 n^,i.#Sfe4-#7to 

[0 0 5 01 

##'fi?0 1 2 

##^?J1 l«O'fb'g-t><DMeOH^f0itwi^'fb'^:^--;i'«-ijnx.. ^iaiCT22^ra4SiN^ L. 4-[3-( 

^ h^">*;W'-K-;V):^D>}f^->]-3-7;i/:J-n^Ji.#m«:#^o 
[0 0 5 1 ] 

Rf : 

Data : Jfea^fitjT'- 9 (MS : FAB-MS(M+H)* ; MN : FAB-MS(M-H)- ; MM : FAB-MS(M)* ; NMR : ( 
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^-i^: 14/ 



tf-^<^* (ppm)) ^ 

R^ R^ R^ R\ X. Y : -JKsSltfOtt^lfe (Me: Et : J^f-;!/. nBu: 

:rf-;i', tBu: ^'-'^•v'J Ph: 7x-;w. Py: trv^ju. Boc : tert-■/■f•;^:i• 
4r•>*;^;K-;^^ The:f-x-;w, azet : T-tff-5/>'-l-'f ^l', pyrr : kfn «; i;>-i-xf ;w 
^ pipe: If'^U S^^^-l-'f pipa: \i^^i^>-l-^ mor: -t;!/* U :^-4-'f TBS 
: ^'-v^«j-7'-^;w-:^^^;wi/';;i', di : i^o aife3feofro|&^(i««ifi5[««rmts tie 

o r . tRl X. {f 3. 5-diF-4- (4-Et02C-p ipe)Ph»i3, 5-'Jy)V:^xn -4- (4- h ^ * ;l/ ^K-;!/ 
i^^'-l-'f 4-Me-2-The(i4->-?-;i'f-:*-7i>-2-'f ^ 

[0 0 5 2] 

pi 

R-Q /=< 



Rf 


R\ R^ R^ R 


Data 


1 


R'=F, 


R='=4-EtO,C-DlDe. 




R=H 


MS;314. 


2 


R'=C1, 


R^ TBS0(CH2)30-. 


r='=f. 


R=Et 


MS:391. 


3 


R^=OMe, 


R^TBSO(CH2)iO-. 


R'=H. 


R=Et 


MS:355. 


4 


R'=F. 


R^EtCbCCCH,),0.. 


R'=H, 


R=Me 


MS:285. 


5 


R'-F, 


R*=pipa, 


R'=H. 


R=Me 


MS;239. 


6 


r;=f, 


R*=4-Boc-pipa. 


R'=H. 


R»Me 


MS:339. 


7 


R'=C1, 


R^4-Boc-pipa, 


R'=F. 


R=Me 


MS;373. 


8 


R'=CI, 


R^TBSO(CH2)3C)-. 




R=H 


MS:363. 


9 


R'=C1. 


R^= 4-Boc-pipa, 


R^=F, 


R=H 


MS:359. 


10 


R^= OMe. 


R''=TBSCXCH2)20-, 


R^=H, 


R=H 


MS:327. 


11 


r'=f. 


R=^H02C(CH2)30-. 


R'=H. 


R=H 


MN;241. 


12 


r'=f. 


R*»MeOjC(CH2)30-, 


R'=H, 


R=H 


MS;257. 



[0 0 5 3] 
[0 0 5 41 
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Rf 


R 


Data 


13 


CI 


MS:2I7. 


14 


Me 


MS:197. 



[0 0 5 5J 

1 5 

W'SriPXs lfe>«'U#.iaL^a"Cm4t#L> 5,6-y^'Dn-N-[4-(4-^'nn-f-:^-7x>-2 

[0 0 5 6] 
[^4] 



Rf 


R 


Data 


15 


5,6-diCI-3-Py 


MS;390. 


16 


2-MeO-4-Py 


MS;352. 


17 


3,5-diF-4-(4-Et02C-DiDe)Ph 


MS;512. 


18 


3.CI-5-F-4-TBSO(CH,^,0-Ph 


MS:561. 


19 


3-Cl-5-F-4-(4-Boc-pipa)Ph 


MS;557. 


20 


S-CM-MeOCHzO-Ph 


MS;415. 


21 


3-MeO-4-TBSO(CHs)iO-Mi 


MS;624. 


22 


3-F-4-MeOjC(CH2)3<>.Ph 


MS:4S5. 



10 0 5 7] 

##^^2 3 

10 0 5 8] 
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Rf 


R 


Data 


23 


4-EtOjC-plDe 


MS:Sll. 


24 


S-EtOjC-pioe 


MS;511. 


25 


3-Me02C-pyiT 


MS:483. 


26 


(R).3-MeO,CCHjO-DYrr 


MS;513. 


27 


4-EtOiCCH,.Dli)e 


MS;525. 


28 


2-EtOiC-inor 


MS;513. 


29 


(S>3-MeO>C-Dvir 


MS:483. 


30 


S-EtOzC-azet 


MS:483. 


31 


4-tBu02CX:H20-DiDe 


MS;S69. 



[0 0 5 9] 

##M3 2 

#%^?02 3 (T^it^mKW^m. *;Vi.T;VT't: K7K^?E(36«) =Sr]tjnx.lOO V-cmUWL^ 
l-(5-T -b h ^ -> ^ f- ;i/-4-(4- n n f- ^ 7 X >-2--f f- 7 V- ;V'-2-< ;v) * n^/'t^ 

##^3 2o:^j£^ratsitcL-c^6tcs^i-##«^3 3**tjs:.-t-;5>m#«-^$fflLTSstjtb 

10 0 6 0] 
1*6] 




Rf 


X,Y 


Data 


32 


X=N. Y=c<:i 


MS:S83. 


33 


X=CF. Y=C-F 


MS:S84. 



[0 0 6 1] 

[0 0 6 2] 
[*7l 




Rf 


R 


Data 


34 


pipe 


MS;487. 


35 


nBuN(Me) 


MS:489. 
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10 0 6 3] 

3 6 

1 9 O-fb'&J^O^ o n*;WA-EtOHjl'g-?§iffiU> ^lc)^T4M HCI-EtOAcJSiSt iD;^ 
s ^za-C17l^|BJ«#L> 3-^'Dn-N-[4-(4-^nnf-;i-7i>'-2-W';w)f-T'/-;W2-'f-»l/ 
]-5-7;i';J-D-4-fcr^9':^>-l-'f ^I/'^vXt^ K 3fflBS?*ft*#^o 

[0 0 6 4] 
0^M3 7 

raatS^ [4-(2-^' n n-4- 1[4-(4-^' n n f- :t 7 x v-2--f ;u) f- T V- ;v-2-^ ;w] * 

10 0 6 5] 
[^8] 

LJ CI 



Rf 


R 


Data 


36 


H 


MS:457. 


37 


EtOiCCH, 


MS:S43. 



[0 0 6 6] 

##^?l)3 8 

2-T< ^-4-[3-( h V 7;i':tn^-^;u)7x-;i']-5^TV-;v, S.e-v^rJ' nnr:^-^^^ 

ij jtf^;i/75 V-^=if^>'®iif-;i'S:J!jD^, 80 "C-C15^W^t#Ls l-[3-^'nn-5 

- (|4- [3- ( h U 7 ;v n ^ f - ;v) 7 X - ;v] 7 V- ;v-2->f ;v| * ^ ;i/)-2- if U 

##«RI3 8<^:fr&tTOtCL-C^9 Km-r^^mS 9-4 O^rMf&t-'Sil^Sr'ffifflL-C 

[0 0 6 7] 
[^9] 




Rf 


R 


Data 


38 


a-FaC-Ph 


MS;539. 


39 


4-F-Ph 


MS;489. 


40 


4-Me>2-The 


MS:491. 



[0 0 6 8] 
[0 0 6 9] 
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0] 




Rf 


R 


Data 


41 


HO 


MS;483. 


42 


MeOiCCHiNH 


MS:SS4. 



[0 0 7 01 

##f?ll4 3 

B#WtKt^Lx N-[4-(4-^'nDf-:*-7jt>-2-W';w)"^TV~;w-2-'f;i/]5!;;i'/N*^ K®? 7i 

[0 0 7 1] 

##«^4 4 

S;5*^50t:i;TmM«ti^L> 1*- 1[4-(4-^' n n^^ 7 ^ ;^-2-'f ;w)-5^Ty-;i/-2-f 
*;i'>'f*^;H-l,4'-evf^iJ 5^V-4-*;l/;K>g6 f-;WJ^>^x;wi-t#/co 
[0 0 7 2] 
imi 11 



Rf 


R 


Data 


43 


PhD 


MS;337. 


44 


4-(4-Me02C-pipe)DiDe 


MS:469. 



[0 0 7 3] 

##1^4 5 

iC^f ##«f»4 5 i:mi^LtZo 
[0 0 7 4] 

##^4 6 

##^8o;tr^i:|WJ#t::LT, ^1 2i;:^-r##i^4 6 **E»i-*J[F.^N-«ri^ffl LT$Si 

[0 0 7 5] 

##^4 7 

##«?fl 4 6 (O^t^i^Odmmmz, ^;vr 5 WSC • HCK H0Bt^ h U J^f- 

[0 0 7 6] . 
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8 

«t««tT3B#W«*^t. 2-7^ >'-5-|2-[7'f-;W(^f';i')T5 >']J.f■;^|-4-(4-^D^f•:t 
[0 0 7 7] 
##^4 9 

10 0 7 81 
[^1 2] 




Rf 




Data 


45 


R'= ROiCCHjCR: Me:Et=3:2). R=== H 


GC-MS;288.302. 


46 


R^=HO,CCH,, Ri^H 


MS;275. 


47 


R'=nBuN(Me)COCH2. R=^H 


MS;344. 


48 


R^-iiBuN(MeVCH,),. R*=H 


MS;330. 


40 


R'-nBuN(MeXCH,),. R^ 5.6-diCI.3-Py-CO. 


MN;50 1.503. 



[0 0 7 9] 

mmmi 

1- (3- D n -5- 1 [4- (4- ^ n n f - 7 A > -2- ;v ) f - 7 y - ;V'-2- ^ ] 7& ^ ;v I -2 

K*^t&(36%)24 ;uK N-rf-;W-N-;><f-;V7^ :^47 //l«:tJPx.90 V-ClBf^mmWLfzo 

tio i^S-Trnm^^^Ls nh*itin^^^^^> lEtOAc (7:i~5:i) ^r^m^iii: 
f *'>V*r;w>^;9A^'nv ^mmL. l-(5- 1[5- IC^^^vC^ 7 

5 y ] -4-(4-:^ uu^-^y X. >-2-'f ;v) f^7 y-;i/-2-^ ;w] ii -3-^ n 
n-2-true^;v)bf^'; v^>-4-*;i/?J?>SS 147 rngSr^/co 

[0 0 8 0] 

Ili&f?il2 

1- (5- i [5- [ ( 7 -fe h ^ ^ -^^ -4- (4- n n f - :^ 7 i > -2- ^ ;w ) 7 V- ;v-2- ;v ] 
:^;wf^>f ;i/|-3-^^an-2-br'J5;;w)t?^';y>-4-5!7;l/5j?>||i jt^;i/ji>^x;H07 mg<^> 
EtOH 6 ml^?i?e[lcN-(2-> h^->a^^;i/)p{^;V7 5 >39/t 1> h V Ji^;i'7 5 V'Sl^ K 4 
-(y>-^;i/7^y)tf';yv23 mg=SrJp£. 50 'CX-2^m^\^tZo mm^^^\.fz(D%m 
^NaHCOa aq^rjflx., EtOAc-ettffit, tK. ia^:t:J^7K (brine) T'T5fej#L7to MgS04-e^^^ 

n&Tmm^'^^x.. nhfLfznm.^^^-^y :-s.t(ikc (10:1-3.5:1) -sr^m^^ 

t-r^'>';*y;i/*9A^'nvh^^9"7'f-lcJ:«j JfilSSi L> 1- IS-^' n n-5-[(4-(4-^ n 
n-^:t7i>-2-'f ;v)-5-|[(2-^ h ^ J^f-;^) (^ •^;^) 7 ^ ^ ] ^ f-7 V- ;v-2-'f 
;^)*;^^^'•^-f ;i/]-2-tr'J tf^U >;>'-4-:!!;;v;K>'^ j^^;va^>^r;i/90 ing*#7to 
[0 0 8 1] 

1- [3- :^ n n -5- ( 14- (4- n n -7 i ^-2- ^ ;i') -5- [ ( V n y -5^ 7 5 y ) ;^ f- ;v] 
7V-;w-2-^;u| *;i/>'N'-t>f ;i/)-2-t:°U tT^U ':^>'-4-?!;;i/.-K>i? ji^;vai;^-f ;V7 
9 mg(01.2-y^nnj:.^ >2 mHC;^;w A 7;V7'k: K^K^fSt (36%) 110 W^Ufil-^ 
Uk.. MM.'^mmW^l.fz^. y U y^y^'yUimit^'^m' YV^J^ 45 mg^jpx.^ 
iat'l^Wm^^t^'to KmWiKi^x:iu:^)VA^mx.. fkmHsmOz aq, tK, brinetcr:t*S 
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-f- (^^-^-^ : EtOAc=4 : 1-2 : 1) tcrfflHiLSS ing<01-|3-^nn.5-[(4-(4-^'no 
1 7 X :^-2-Y ;v)-5- 1[ •> ^ n y-?-;!/ (p< f-jw) T ^ y ] ^ f-^wl f-7 V- ;i'-2-'f ^w) * ;i/ 

[0 0 8 2] 
^ifefi^4 

5.6-S^^'nD-N-[4-(4-^'nnf-:t7x>-2-^;v)-5-(tr^'; ^^v-l-'f ^W-?* f-;^)-l,3- 
f•T V-;i^-2-'f ;i']-3f-:^T ^ K413 mgOTHF 5 mli§?e[ir^' V-^^f- >'®?if-;n.3 
ml=S:*n^. 5BWmWLfZo ^^ffTiSiSt*®* L7tO*>fi&>fflNaHC03 aq4:*Dx, ^C^titlK 

ttJL. MgS04-C^A*L7to mBcTrnm^^^L, ^hi^tinmi:^'^^^ lEtOhc (4 : 1- 
3:i) *?$ffir§i«i:-f*^/V*y;i'*9A^n-r h^r^^-f-icj: >)iJ*Sitt, l-(3-irv 
° -5- 1 [4- (4- a n f - 7 x >-2- -5- ( fcT^ U 5^ ^ ^ f - ^w) f - T ;i'-2- -f ;u] * ;i/ 
/"<*-f ;i/|-2-tr';y;l')fcr^'; v^>-4-*;i'jKVgi 468 mg«:t#/io 

[0 0 8 3] 

l-\3-^ D n-5-[(4-(4-i>' n nf-:^- 7 i >-2-'l' ;i/)-5- 1[(2-^ h J^f-JV') (p{ T 
5 y]^-f-;i/}f-7V-;w-2--f ;i')*;v/<*-f ;i/]-2-tr'; tf^u '✓>-4-?!;;i'sK>®? 
i^;l/jL;^7";i/76 mgOEtOH 1.5 ml!Sflilf&mM NaOH aq 0.4 ml^Uax.. 60 'Ct?2l^raj|£ 
^^ty^To ^©ICTIM HCl aq 0.6 mK 7K0.5 ml^rilDx., ^ZfzitmiW^L. 50% EtOH 
t-'t^m^Ltio m&T^mL. l-l3-^'nD-5-[(4-(4-:J^nD^:i-7x>-2-'1';i')-5-|[(2 
h + -^auf-;w)(^f-;i/)7^ /]>f-;i.|^TV-;v-2-'f ;v):*;i/^N'*'f ;i']-2-i^'; v^;v 
I fef^U 5^^-4-*;i/'i?>K :^Km73 mgSr#yio 

[0 0 8 4] 
IIMJ6 

[4-(5- 1[5- iCr-^;!/ {/■ 7 5 y ] ^ f-;H -4-(4-i^ n n 7 x v-2-^ ;v) 
f - 7 y"- ;i/-2->f ;w] * ;H -s-^' n n -2- tf u V)V)-2-^ ^y\£^yV >-l-^ 
7-fe^- M28 mg<^TOF 5 mmWUZii^m^ll^^mi- h V "J^Aig mg4-*nx.*ii^Tam U/c 
o -eci'^. MeOH 128 mg^THF 2 mHwi§^SLfv:J§f^*k9>o < ») tfi^TL, -ir <r>mf^mj&m 

(k'^^mLfzo n&Tmmi^^Lnhfifznmi^uu7is)Vj>s imcoh (99 : 1-98:2 

) «r^ffit§li4:i-*'>V*y;w*7A^nvh^9 7>f-trJ: ij)it$!iL/io ^hfitzH^m 

*EtoActc?#ffL. mi-Etokcmmim^mw^k. nhntz^m^mLL, m&Tn-m 

L> N-[5- |[7'^;w 7 5 >' ] p« -4-(4-i>' n n f-:t 7 x >-2-^ -^7 V'- ;v- 
2-^ )V]-5-^ u n -6-[4- (2- H K n ^ -> jnf - _3-:^- ilp- v e/>t 9 5^ >'-l->f ;v] - 3 f - 7 

[0 0 8 5] 

IIWJ7 

1 0 2 O'fl:'g-t!40 mg=S:MeOH 6 mUzmML. ^^^^1.6 isimK.2\^mmWLfz 
-4- (4_^ n D ^ ^ 7 X >-2-^ ;V) 7 V- ;i/-2->f ;i/]-4- (2- li K n 4r h ilE^ */)-3- 
[0 0 8 6] 

1- is-i^- n n-5-[(4-(4-i{' n nf-rt 7 x >-2--f ;i')-5- 1[(3-^ h i^T'n 
7 ^ y ] > 7 V- ;i/-2--f ^ -2- tf >; y tr^ ij v y-^-ij 

iSi?:^52 mgOTHF^TW2 mUc > J^f-;i/7 < >30/z K i'SO// 1> WSC ♦ HCl 45 m 

g^ HOBt 30 mgSrtPx.^ia-e— l!ft^tS^L;to R/StKlc^ n a*;VA =£-ljp;t, fi&JfilNaHCOs aq 
, Tie, brinetiT;t^®=Srt5fe^^> Na2S04'eS£iSiL^o U 5!;y;V 
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fj^Airo-rhir^y^'- mmfBL: ^'np*;i/i. :MeOH=ioo: 1-50 : K ^^'^> :e 
tOAc=2 : U ^fcv»•C^'^D>^;l/A : MeOH=20 : 1) ^crJB|$!iL^ x-r;i'2 mHl!!8flil$-*4 
M HCl-EtOAcr§ffit 2 mlSrinx.. ^tB«fef*i«fl)l t25 mg<^5-^ n n-N-(4-(4-;^ n nf-:j- 7 
i >-2-^ )V)-5- |[(3-p< h^i/yn fcr;u) f-;t')T 5 / V-;W-2-'f ;i/)-6- 

10 0 8 71 

HJ&iRIl 4 2<Dit'^mSB mgiz, 4M HCl-i^:^■^^^■ :/?$?a3 mlSriJPx.^ 50 r-CWIHijlJn 
^mWLfzo RM«:^ia?^*n^^. ^Jfail-^Hi^tzlftflll-f -SClt-CieO mgO[(l-|3-^'n 
°-5-[(4-(4-^' n Df-ri- 7 i J'-2->f ;w)-5- 1[(2-->« h # Jc.f-;V/) T 5 >' ] ^ 

I 7 y- ;l'-2-^ )U) ij ^ ^ ;i/]-2- \£ V *Jn^\ -4- tf ^ V 'J)V) 1 4r '>]ftgSi mBft^I 

[0 0 8 8] 

^M^l 0 

;i'V»;>92 //l«rjpx.70 t:-ei5B#rattJ$L/co Jg:j&?8L=SriftMm> iJ' n n =Srj!)nx.^ 
l&^NaHCOa aq^ 7K> brinetCT^t^Jg *i5fei^m, Na2S04 "C^^S L/co ?§l««-@*f^. 
i:'yVf}y)i^fJ^2^^n'7Y^^y^- : EtOAc=5 : 1-3 : 1) ItZXmmLUO 

Big01-|3-^nn-5-|[7-^'nn-5-(2-->< h xf-;i/) -5.6-5^ Vi K n -4H-f- 7 Vn [5, 4- 
c]^xy [2,3-e]7-l?tr>'-2-'f ;W]*;V>'t^>f ;W|-2-tr'; i^>'|-4-5!7;V'>K>'ii a.f-;V'XX 

[0 0 8 9] 

mT0^13-2 4tc, ||]SfeWb'^!^Ofl|jti:%a^6<JT'-:5^*^1-o m^<DtZ 
HCl : ^m:S*^1-o ) ^ 

R : — ^^4'<7)a^» (nPr : >';i/v;u-/n iPr : ^' V^n iBu : -f vr^;w, 
cPr : i/^' UT'n cBu : nr-^;i/^ cHex : n^^'>;v^ THF : x h 7 Kn 
7 U ;^^ THP : r h 9 v: Kn tf 9 o 
[0 0 9 0] 
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[^1 3] 




Ex 


Syn 


R 


Data 


1 


t 
1 




MS;olO. 


2 


2 




MS;oi2. 


3 






MS;o08. 


4 


4 


pipe 




11 






XifC»CiCO 

MS;5o8. 


12 




nvrr 




13 




tnnr 


kifC*iC1 A 

Mo;olO. 


14 


• 


^ Avjcpipa 




15 


- 


f'vncA'pipa 


ms;d91. 


16 






\4C«iC<A 


17 






Mc>;o2o. 


18 






MS;o38. 


19 


- 




MS;o40. 


20 


J 


llllJvU»rl2j2WCiiI}- 


MS;o40. 


21 


J 


" IV/l^^l2j2WlMeJ• 


MS;640. 


22 


— i — 


*f^j-r-pyrrjpipe 


MS;694. 


23 

mW 


- 


XVIc^^V./ri2 J3lNiIV16 }- 


MS;o25. 


24 


— ^1 — 
— ' — 


iviei^vris j2iN vet |- 


MS;o2o. 


25 






MS;638. 


2B 


— i — 


>t_T?f/^- MIMA 


MN;o78. 


27 






MS;o2o. 


28 


^ 




MS;o2o. 


29 


2 


azet 


MS-580 


30 


2 


Azepan-l-yl 


MS:622. 


31 


2 


Azocan-l-yl 


MS;636. 


32 


2 


Azonan*l-yl 


MS:6S0. 


33 


2 


Azecan-l-yl 


MS;664. 


34 


2 


(2R.6S>2,6-diMe-piDe 


MS;636. 


35 


2 


Me2N(CH2)2N(Me> 


MS;625. 


36 


2 


cHexN(MeV 


MS;636. 


37 


2 


MeO{CH2)2NH. 


MS;597. 


38 


2 


cPrNH- 


MS:S80. 


39 


2 


cBuNH- 


MS;594. 


40 


2 


cHexNH- 


MS:622. 
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Ex 


Syn 


R 


Data 


41 


2 


IPrNH- 


MS-^82. 


42 


2 


tBuNH- 


MS:596. 


43 


2 


(4-THP)NH- 


MS:624. 


44 


2 


(3-THF)NH- 


MS:610. 


45 


2 


MeOCHiCWMeWH- 


MS;612. 


46 


3 


(4.THP)N(Me> 


MS;638. 


47 


3 


(3-THF)N(Me)- 


MS:624. 


48 


3 


MeOCH2CH(Me)N(MeV 


MS;626. 


49 


3 


cPiN(MeV 


MS;S94. 



[0 0 9 2] 
(^1 5] 




Ex 


Syn 


R 


Data 


5/HCI 


5 


MeO(CH2>iN(Me> 


MS;S84. 


50/HCI 


5 


MezN- 


MS;540. 


51/HCI 


5 


pyrr 


MS:566. 


52/HCI 


5 


mor 


MN;580. 


53/HCi 


5 


4-Me-pipa 


MS;595. 


54/HCI 


5 


4-cHex-pipa 


MS:663. 


55/HCI 


5 


EtiN- 


MS;568. 


56/HCI 


5 


nBuN(Me> 


MS;582. 


57/HCI 


5 


EtO(CHj)2N(Me> 


MS;598. 


58/HCI 


5 


(2-THF)CH2N(Me)- 


MS;610. 


59/HCI 


5 


nPrO(CH2)2N(Me> 


MS;612. 


60/HCI 


5 


EtO(CH2)iN(Et>. 


MS;612. 
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Ex 


Syn 


R 


Data 


61/HCI 


5 


iPiO(CHj)i>J(MeV 


MS;612. 


62/HCI 


5 


4-(3-F-pyrr)pioe 


MS;667. 


63/HCI 


5 


MeO(CHi),N(MeV 


MN;596. 


64/HCI 


5 


MeO(CHi>jN(Et)- 


MS;598. 


65 


5 


(2S.6R)-2.6-diMe-mor 


MN:608. 


66/HCI 


5 


(R>MeOCHjCH(MeMMeV 


MS;598. 


67/HCI 


5 


(S>MeOCH2CH(Me)NrMeV 


MS:S98. 


68/HCI 


5 


azet 


MS:5S2. 


69/Ha 


5 


Azepan-l-yl 


MS;S94. 


70/HCI 


5 


Azocan-l-yl 


MS;608. 


71/HCI 


5 


Azonan-l-yl 


MS:622. 


72/HCI 


5 


Azecan-l-yl 


MS;636. 


73/HCI 


5 


(2R,6S>2.6-diMe-DiDe 


MS:608. 


74/HCI 


5 


Me2N(CH5),N(Mc> 


MS;597. 


75/HCI 


5 


cHexNfMeV 


MS;608. 


76/HCI 


5 


MeO(CHj),NH- 


MS:S69. 


77/HCI 


5 


cPrNH- 


MN;550. 


78/HCI 


5 


cBuNH- 


MN;564. 


79/HCI 


5 


cHex-NH- 


MN;592. 


80/HCI 


5 


iPrNH- 


MN;552. 


81/HCI 


5 


tBuNH- 


MN;566. 


82/HCI 


5 


(4.THP)NrMeV 


MS;610. 


83/HCI 


5 


(3-THnNtMeV 


MS:S96. 


84/HCI 


5 


MeOCH)CH(Me)N(MeV 


MS;598. 


85/HCI 


5 


cBuNCMeV 


MS:S80. 


86/HCI 


5 


cPrNCMeV 


MS:566. 


87/Ha 


5 


Pipe 


MN:S78. 
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Ex 


Syn 




R2 




Data 


88 


1 


MeO(CHi),WMeV 


4KEtOjCCHi)pipa 


Cl- 


MS:644. 


89 


1 


nBuN(Me)- 


4-(Et02CCH2)pipa 


Cl- 


MS;642. 


90/HCI 


1 


nBuNCMeV 


H0(CH2>jO. 


Cl- 


MS:S46. 


91/HCI 


I 


nBiiN(Me)- 


AcO(CH2)sO- 


Cl- 


MS;S88. 


92/HCI 


5 


MeO(CHi)5N(MeV 


4-(HC>2CCHj)pipa 


Cl- 


MN:614. 


93/HCI 


5 


nBuNCMeV 


4-(H02CCHi)pipa 


Cl- 


MS:614. 


94 


2 


Azocan-Nyl 


4-Et02C-pipe 


F- 


MS:637. 


95 


2 


nBuNCMeV 


4-Et02C-pipe 


F- 


MS:611. 


96/HCI 


5 


Azocan-l-yl 


4-H02C<pipe 


F- . 


MS:609. 


97/HCI 


5 


nBuN(Me)- 


4-H02C-pipe 


F- 


MS:S83. 



' [0 0 9 51 
1^1 81 




Ex 


Syn 




R2 


R3 


Data 


7/HCI 


7 


nBuN(Me)- 


HO(CH2)20- 


MeO- 


MS;510. 


98 


1 


nBiiN(Me> 


MeOCH20- 


Cl- 


MS:S14. 


99/HCI 


1 


nBuN(Me> 


HO- 


Cl- 


MS;470. 


100 


1 


nBuN(Me)- 


Me02C(CHj>30- 


F- 


MS;554. 


101/HCI 


5 


nBuN(Me)- 


H02C(CH2)30- 


F- 


MS;S40. 


102 


1 


nBuN(Me> 


TBSOtCHs^jO- 


MeO- 


MS:624. 
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Ex 


Syn 


R 


Data 


6/HCI 


6 


J Au^^o Vi/^%^n2 y2^pip«l 


Mb;5y7. 


103 




1 -MeOt P»n vrr 




104 






XiffC.iCIO 


105 


■ J 






106 








107 




4-CtBuO^CCH^O^nine 




108 


J ■ 






109 




4-('MeO>CCH'»NHCninine 


iVlOyOD J . 


110/HCI 


4 




iVlo,jDo. 


111/HCI 


4 






112/HCI 


4 






113/HCl 


4 




MS;553« 


114/HCI 


4 




IvlS;Sl3. 


115 


4 


•t-\*f— ivicv-^ v^-pipc j-pipe 


MS;o79. 


116 


4 


J"vXu^*IiW^L^v^rl2"Plp& 


MS;639. 


117 


4 




\ACmCOA 

MbpS4. 


118/HCI 




*lv/2^l^*l2i3lNri- 


MS;S5o, 


119/HCI 


5 


"T^*fn.^h^^~pipc/-pip6 


mn;oo3. 


120/HCI 


5 




MS;oil. 


121/HCI 


5 




MSpoo. 


122/HCI 


5 


v*^/" J ■\.riv^2^^ri2v-'j-pyrr 


MN;59o. 


123/HCI 


5 


(S>3-H02C-pyrr 


MS:S68. 


124/HCI 


5 


3-H02C-azet 


MS:554. 


125/HCI 


5 


2-HC)2C-mor 


MS:S84. 


126/HCI 


5 


4-(3-HChC-azet-CO)pipe 


MN;663. 


127/HCI 


5 


4^02C(CH2)2NHCO)pipe 


MS:653. 


128/HCI 


5 


4^H02CCH5NHCO)piDe 


MS:639. 


129/HCI 


9 


4.HC)2CCH20-pipe 


MS:612. 


130 


8 


4-(3-Et02C-azet-CO)pipe 


MS:693. 


131/HCI 


8 


4^eO(CH2)2NHCO)pipe 


MS;639. 


132/HCI 


8 


4-<H2NCOCH2NHCO)pipe 


MS;638. 


133/HCI 


8 


4-(MeO(CH2)20(CH2)2NHCOteipe 


MS:683. 


134 


8 


4.(Et02C(CH2)2NHCO)pipe 


MS:681. 


135 


8 


4-(HO(CH2)2NHCO)pipe 


MS:62S. 
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oyn 


R 


Data 


8/HCI 


8 


4-(mor-CO)piDe 


MS:667. 


9/HCI 


9 


4-(H0iCCH,0)Dlpe 


MN:612. 


136 


— j — 


3-Et02C-Dipe 


MS;6I2 


137 






MS;S84 


138 




(R>3-(MeOjCCHjO)Dyrr 


MS:614. 


139 




4-Et02CCH2-piDe 


MS:626. 


140 




2-Et02CHnor 


MN;612. 


141 




S-EtOjC-azet 


MS:584. 


142 




4-(tBuOiCCH20>plpe 


MS:670. 


143/HCI 


5 


a-HOiC-pipe 


MS:584 


144/HCI 


5 


3-HOiC-pyiT 


MS:570 


145/HCI 


5 


(R>3-(H0jCCH,0)pyrr 


MS:600. 


146/HCI 


5 


4-H02CCH,-pipe 


MS;598. 


147/HCI 


5 


a-HCbC-mor 


MS;S86. 


148/HCI 


5 


3-HOiC-azet 


MS;556. 


149 


8 


4-(MeO(CH,)ih4HCO)pipe 


MS:6SS. 



[0 0 9 81 
1^2 1] 




Ex 


Syn 




R2 


Data 


150 


1 


MezN 


S-MeOjC-pyrr 


MN;538. 


151/HCI 


4 


Pipe 


4-H2NOC-piDe 


MN;579. 


152/Ha 


5 


MejN 


3-H02C-pyir 


MS:526. 
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Ex 


Syn 




R2 


rs 




1 WW 




pipe 


4-r-rn 


4-Et02C-pipe 


MS;586. 




— J — 
— ' — 


pipe 




4-Et02C-pipe 


MS;636. 


1 DO 


— - — 


nouN(Me)- 


4-F-rn 


4'-Et02C-pipe 


MS;S8g. 


1 WW 





nt5uiNiMe>* 


4-Me-2-Tne 


4-Et02C-pipe 


MN;588. 


157 


1 


nBuN(Me)- 


4-Me-S-(nBuN(Me)CH2)-2 
-The 


4-Et02C-pipe 


MN;687. 


1S8 

1 WW 


— i — 
— • — 


ivieAiN- 


4-Me-2-Tne 


4-EtC>2C-pipe 


MS;S88. 


1 W9 


— ' — 


IDlUNIJVlC^ 


4-Me-2-Tne 


4-Et02C-pipe 


MN;588. 


160 

1 WW 




cnexiNvivie 


4-Me-2-ine 


4-Et02C-pipe 


MS;S88. 


161 

IW 1 


— J — 


ir^riNi^iviei- 


4-Me-2- 1 ne 


4-Et02C-pipe 


MN;S88. 


162 




cBuN(Me)- 


4-Me-2-The 


4-KtO^ri.ninA 




163 




EtiCHNfMeV 


4.Me-2-The 


4-Et02C-pipe 


MN;687. 


164/HCI 




pipe 


4.F.Ph 


4.HC)2C-pipe 


MS;SS8. 


165/HCI 




pipe 


S-FaC-Ph 


4.H02C-pipe 


MS;608. 


186/HCI 




nBuN(Me> 


4-F.Ph 


4-H02C-pipe 


MS:560. 


167/HCI 




nBuNCMe)- 


4-Me-2-The 


4.H02C.pipe 


MS:562. 


168/HCI 




Me2N- 


4-Me-2-The 


4-H02C-pipe 


MS;520. 


169/HCI 


5 


iBuN(MeV 


4-Me-2-The 


4-H02C-pipe 


MS;562. 


170/HCI 


5 


cHexN(MeV 


4-Me-2-The 


4-H02C-pipe 


MS;S88. 


171/Ha 


5 


iPrN(Me)- 


4-Me-2-The 


4-H02C-pipe 


MS:548. 


172/HCI 


5 


cBuN(Me). 


4.Me-2-The 


4-H02C-pipe 


MS;S60. 


173/HCI 


5 


Et2CHN(MeV 


4.Me.2.Tlie 


4*H02C-pipe 


MS;S76. 



[0 10 0] 

[m2 31 



o 



Ex 


Syn 




R2 




Data 


174/HCI 


1 


pipe 


4-CI-2-The 


2-MeO-4-Py 


MS;449. 


175 


I 


nBuN(Me> 


4-Cl-2-The 


4-(4-Me02C-pipe)pipe 


MS;568. 


176 


1 


nBuN(MeK:H2- 


4<;i-2-The 


5-Cl-6-{4-EtOjC.Dipe>.3-Pv 


MS:624. 


177/HCI 


5 


iiBuN(Me)CH2- 


4-CI-2-The 


5^1^4-H02C-pipe>3-Py 


MS;S96. 



10 1 0 1] 
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Ex 


Syn 






Data 


10 


10 


cBu 


EtOiC- 


MS;606. 


178 


10 


MeO(CH2)2- 


EtOzC- 


MS;610. 


179/HCI 


5 


cBu 


HOjC- 


MS;578. 


180/HCI 


5 


MeO(CH})2- 


HOiC- 


MS;582. 
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Ex 


Data(NMR) 


5/HCI 


•H-NMR (DMSO-rf6? « : 1.62-1.74(2H,m), 1.90-1.98(2H^), 2^2.2^8(lH,m), 2.8l(3H, 
s), 3.05(2H.U»11.2Hz), 334(3IM), 3.72(2H,bis), 4.()(K2H,d4=13.2H2), 4.6(M.90(2hU). 
7.65(lH,s), 7.73(1H^). 8.43(lH,d^=1.9Hz), 8^(lH^^o2.4H2X 10.33(lH,bis), 12.28(1 
H,brs), 13.00(1 H.s). ^ 


50/HCI 


^I-NMR (DMS0^6) « : 1.61.1.73(2H,in). 1.90-1.99(4H.in), 2.51.2.54(lH,mX 2.81 (6 
H,m), 3.05(2H,t^=11.3H2), 4.01(2H,d4=13.2Hz), 4.74(2H,brs), 7.69(lH,s), 7.72(lH,s), 
8.43(lH.<U=1.5Hz). 8.87(lH.dJ=1.9Hz\ 9.95nH.brs\ 12.27flH.brs\ 12.99aH.sy 


51/HCI 


* l-62-1.74(2H,iT,), 1.82-2.09(6H,ni), 2.51.2.58(lH.in). 3.05(2H. 
U=11.2H2), 3.13(2H,brs), 3.53(2H,brs). 4.00(2H,d^=12.7Hz), 4.80(2H,brs), 7.69(lH.s). 
7.72(1H^), 8.43(lH.dJ=2.4Hz), 8.87(lH,d^=2.4Hz), 10.69(lH.brs), 12.28(lH.brs), 12.98 
(1H.S). 


S4/HCI 


• 102-116(lH,ni), 1.25(2H,«tJ=12.9H2X 1.40(2H.q4=11.4Hz), 
1.57-1.74(3H.in), 1.82(2H.dJ=12.7Hz), 1.94(2H,d4-10.3Hz), 2.12(2H,d4»10.3H2), 2.52- 
2.58(lH,in), 2.80(2H,bis), 3.04(2H,U=11.2Hz), 3.43-3.84(5H^), 3.99(2H,m), 4.06(2H,br 
s), 7.42(lH,s), 7.64(lH,d4=1.0Hz). 8.42(lH,d4=1.9Hz). 8.85(lH,dJ=2.5Hz), 10.48(lH,b 
rs). 11.75-12.75(lH.brt. 12.77(lH.s). ^ 


55/HCI 


•H-NMR (DMSO-rf*) « : 1.21(6H,t^=7.1Hz), 1.62-1.74(2H.m), 1.90-1.98(2H,m), 2.51- 
2.57(lH,mX 3.00-3.23(6H,m), 4.01(2H,d^=13.2Hz). 4.72(2H,dJ=5.3Hz), 7.67(1H^), 7.7 
5(lH,s), 8.43(lH,d^=2.0Hz), 8.87(lH,dJ=1.9H2), 10.19(lH,bis), 12.28(lH,brsX 13.01(1 
H,s). 


5Q/Ha 


'H-NMR (DMSCWa) « : 0.87(3H.M=7.4Hz), 1.18-1.32(2H^), 1.58-1.74(4H,in), 1.90- 
1.99(2H.m), 2.51-2J7(lH,in), 2.74(3H,d^=3.9H2), 2.98-3.17(4H.m), 4.01(2H,d^=13.2H 
^':*;^-^'2ii,m), 7.69(lH.s). 7.74(lH,s), 8.43(lH,dJ=2.4Hz), 8.87(lH.d^=1.9Hz), 1 
0.33(lH.brs\ 12.28(lH.brsV 13.00(lH.s). 


57/HCI 


'H-NMR (DMSO-rfs) & : 1.15(3H,tJ=6.9Hz), 1.61-1.74(2H,ni). 1.90-1.99(2H,m), 2.52- 
2.57(lH,in). 2.81(3H,s). 3.05(2H,U=11.0Hz), 3.32.3.38(2H.m), 3.50(2H.q^=7.0Hz), 3.74 
2'!'''I^L^?^<^"'*''^=^^-2"^>' 4.65-4.91(2H,m), 7.65(lH.s), 7.74(1H^), 8.43(lH,dJ=2.4 
Hz\ 8.87(lH.dJ=2.4Hz^. 10.03(lH.brs). 12.28riH.brs\ 13.00flH.s). 


58/Ha 


•H-NMR (DMSO^fi) « : 1.42-1.56(lH,in), 1.64-1.74(2H,m), 1.76-2.13(5H.m\ 252-2.5 
9(lH.m), 2.82(3H,s), 3.05(2H,U=:11.2Hz). 3.30-3.95(4H,in), 4.00(2H,dJ=13.2H2), 4.20- 
5.00(3H,m), 7.71(2H,brs), 8.43(lH,d^=2.0Hz), 8.86(lH,dJ=2.4H2), 10.31(lH,brs), 12.28 
flH.brs). 12.99(1^8"). 


59/HCI 


'H-NMR (DMSO^s) 5 : 0.86(3H,U=7.4Hz), 1.47-1.59(2H,in), 1.62.1.74(2H,in), 1.90- 
1.99(2H,m). 2.52-2.58(lH,m). 2.82(3H^), 3.05(2H,U=11.2Hz), 3.30-3.45(4H,m), 3.75(2 
"^*'oLi????•'*''=^^•2"^)' 4.64-4.94(2H.m). 7.66(lH,s). 7.73(1H^), 8.42(lH,d^=2.0H 
z). 8.86(lRdJ=1.9Hz\ 10.24nH.brs), 12.28riH.bis). 13.00flH.s). 


GOyHCI 


^ • 114(3H,M=6.8Hz), 1.23(3H,U=6.9Hz), 1.62-1.72(2H,in), 1.9 
2.52-2.59(lH,in), 3.05(2H,U=11.3Hz). 3.22(2H.brs), 3.49(2H,q^=6.8Hz), 
^•7?JWo' 4 00(2H.d^=13.2H2). 4.72.4.85(2H,iii), 7.64(lH,s), 7.75(lH.s). 8.43(lH.d^ 
=1.9Hz). 8.87aH.dJ=1.9Hz). 10.26(lRbrsV 12.28(lH.bis\ 13.01(lH.s). 


61/HCI 


(DMSOrfe; 5 : 1.12(6H,d^=5.9Hz). 1.61-1.74<2H^), 1.91.1.99(2H,m), 2.52- 
2.59(lH,in), 2.81(3H,s). 3.05(2H,U=11.2Hz), 3.57-3.66(lH,m), 3.74(2H,bis), 4.00(2H,dJ 
I^V^^J^.:^'^^^'"^^' 7.67(lH,s), 7.74(lH,s). 8.43(lH,dJ=1.9Hz). 8.87(lH,d^=1.9 
Hz). 10.27(lH.bfs). 12.28nH.brs). 13.00riH.s). 
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Ex 


Data(NMR) 


69/HCI 


'H-NMR (DMSO-dft) 6 : 1^2-1.98(12H,in), 2.52-2.58(1 H,in), 3.05(2H,U=11.2Hz), 3.1 
3-3.24(2H,iii), 3J0.3.43(2H,in), 4.00(2H,d^Bl2.7H2), 4.74(2H,<I^=5.4H2). 7.65(lH,s), 7. 
73(lH,s), 8.42(lH,<y.2.0H2), 8.87(lH,dJol,9H2), 10.18(lH,bi8), 12.27(lH,br8). 12.99(1 

H,8). 


70/HCI 


'H-NMR (DMS0-</6) 5 : 1.48-l,77(10H,m), 1.82-1.99(4H.in). 2.52-2.59(lH.m). 3.05(2 
H.U»11.3Hz). 3.16-3.43(4H.m), 4.00(2H.djr=12.7Hz), 4.74(2H.dJ=4.9H2), 7.65(lH,d^- 
0.9Hz), 7.74(lH.d,J=1.0Hz), 8.43(lH.d,J=1.5Hz). 8.87(lH,dJ=1.9Hz), 9.98(lH,brs), 12.2 
9(lH.brs). 12.99(lH.sy / v » 


71/HCI 


'H-NMR (DMS0-</6) 6 : 1.42-1.98(16H,in), 2.52-2.59(lH,in), 3.06(2H,U=11.0Hz), 3.2 
2.3.52(4H,m), 4.01(2H.d,J=12.9Hz), 4.72(2H,d4=5.4H2), 7J9(0.15H,s), 7.59(0.15HA 7. 
64(0.85H,s), 7.74(0.85H,s), 8.42(lH,d,J=2.2H2), 8.87(lH,dJ=ilHz), 9.66(lH,brsl 12.65 
(0.15H.brs). 12.99(0.85H.brs). 


72/HCI 


'H-NMR (DMSOHf6) * : 1.40-2.00(18H,m), 2.52-2.59(lH,in), 3.05(2H,tJallJHz). 3.2 
0-3.70(4H,ni). 4.01(2H,dJ»13.2Hz), 4.71(2H,d,J=5.4Hz), 7.33(0.3H.s), 7.59(0.3H.s). 7.64 
(0.7H,s), 7.74(0.7H,s), 8.43(lH,dJ=2.0Hz), 8.87(lH,d,J»1.9Hz), 10.10(lH,bisX 12.64(03 
H.brs). 12.99(0.7H.brsy 


75/HCI 


'H-NMR (DMSO-Je) 5 : 1.03-2.07(14H,in), 2.52-2.57(lH,in), 2.69(3H,d,]«4.4HzX 3.05 
(2H,U=11.5HzX 3.11.3.22(lH,in), 4.01(2H,d,J=13.2HzX 4.58-4.89(2H,in), 7.66(lH,s), 7. 
75(lH,sX 8.42(lH,d,J=i0Hz), 8.87(lH,d,J=2.0Hz), 10.11(lH,bis), 12.27(lH,bis), 13.01(1 
H.S). 


85/HCI 


'H-NMR (DMSO-rfs) « : 1.60-1.77(4H,in), 1.89-2.00(2H,m), 2.01-2.20(2H.m), 2.18-2.3 
6(2H,in), 2.50-2.58(lH,in), 2.59-2.63(3H,dJ=4.4Hz), 3.05(2H,U=11.7Hz), 3.72-3.84(lH, 
m), 3.95-4.05(2H,in), 4.51-4.62(lH,m), 4.65-4.75(lH,in), 7.69(lH,s), 7.74(lH,s), 8.42(1 
H,d4=2.2Hz\ 8.87(lH.dJ=2.2Hz). 10.51(lH.brs). 12.28riH.bi8\ 13.02(lH,brs). 


86/HCI 


•H-NMR (DMSO-dfi) <5 : 0.50-1.10(4H.m), 1.62-1.75(2H,mX 1.89-2.05(2H,in), 2.50-2.5 
8(lH,m), 2.87(3H,brs), 3.05(2H,U=11.2Hz), 3.11-3.15(lH,in), 3.92-4.06(2H,m), 4.64-5.0 
8(2H,m), 7.62-7.83(2H,in), 8.42(lH,d,J«2.0Hz), 8.86(lH.dJs2.0Hz). 10.25(lH.bis). 12.2 
5(lH.brs>. 13.00flH,bis). oov . .i unz;, au.z3^itt,Dis,, 


87/HCI 


'H-NMR (JMSO-d^ 6 : 134-1.99(10H,m), 2.51-2.57(lH,iii), 2.93.3.10(4H,m), 3.34-3. 
55(2H,in), 4.00(2H,d,J=13.2Hz), 4.69(2H,d,J=4.9Hz), 7.69-7.73(2H,in), 8.43(lH.dJs:2.0H 
z). 8.87(lH.dJ=1.9Hz\ 10.20flH.brs\ 12.98(lHjiy 


96/HCI 


'H-NMR (DMSO-rfft) 5 : 1.46-1.78(10H,m), 1.81-1.95(4H,inX 2.54-2.68(lH.in), 3.08-3. 
42(8H,m), 4.75(2H,d^=4.9Hz), 7.64(lH,s), 7.74(lH,s), 7.»4(2H,d4=9.7Hz), 9.83(lH,brs), 
12.26flH.brs). 12.97(lH.brs). / v . 


97/HCI 


'H-NMR (DMSCWfi) <5 : 0.87(3H,U=7.4Hz), 1.18-1.34(2H,in), 1.54.1.73(4H,m), 1.86- 
1.94(2H,in), 2.41-2.49(lH,xn), 2.73(3H,s), 2.97-3.42(6H,in), 4.60-4.85(2H,in), 7.69(lH,s)» 
7.73(lH.s). 7.85r2H.dJ=10.7Hz), 10.43aH.bis). 12.27(lH.brs). 12.96aH.brs). 


165/HCI 


•H-NMR (DMSO-rfe) <5 : 1.20-1.99(10H,m). 2.52-2.59(lH,in). 2.73-2.86(2H,in), 3.05(2 
H,U=11.3Hz), 3.25-3.37(2H,m), 4.00(2H,d,J=12.7Hz), 4.58(2H.dJ=4.9Hz). 7.77(lH,dJ= 
7.6Hz), 7.85(lH,dJ=7.8Hz), 7.97(lH,d,J=7.9Hz), 8.00(lH,s), 8.42(lH.dJ=1.9Hz), 8.88(1 
H.dJ=2.0Hz). 10.03(lH.bfs). 12.28(lH.brs). 12.98(lH.s). 
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